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(57) Abstract 

Pyridine compounds represented by general formula (I) or pharmaceutical ly acceptable salts thereof, wherein each symbol is as 
defined above; medicinal compositions containing these compounds and pharmaceutical !y acceptable carriers; medicinal compositions 
containing the above compounds and antiulcer drugs optionally together with antibiotics or antiprotozoan drugs; a method of preventing or 
treating digestive diseases which comprises administering the above compounds; and a method of preventing or treating digestive diseases 
which comprises administering the above compounds and antiulcer drugs optionally together with antibiotics or antiprotozoan drugs. The 
above compounds are usable for mammals including human beings in preventing and treating various diseases caused by helicobacters, 
preventing the reoccurrence of ulcer, controlling vomiting and preventing and treating non-ulcer dyspepsia and tumors such as gastric 
cancer. Moreover, these compounds have inhibitory effects on gastric hydrochloric acid secretion, antiulcer effects, protective effects on 
gastrointestinal ceils, antidiarrheal effects, etc. and, therefore, are useful as preventives and remedies for digestive diseases such as gastric 
ulcer, duodenal ulcer, gastritis, diarrhea and colon inflammation. 
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©^Jg> if^ L < {i- 5 0 J: *3if * L < (i- 2 0 "C- 0 °CT\ 5 
:^*^^> 2 4 BtfB^, if t L < 5 2 0 ^^FB^-tr^T•Po 

W -R (XI I I) joctU^HS-R (XV) 0>(b^!^ii, /ci^tfi^^ 
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D-OH 



HO-E-W 



HO-R 



(XVI) 



(XVII) 



W'-R 



HS-R 



(XIII) 



(XV) 



tiDTsJiy^-^^Ji^^^i^MUii} ^^L. EW- (CH2 CH2 O) k-^fzit- 
(A-O) m- (B-O) n-^^L^ DtiD. ^fciiD^ ^^L. -IfeO^IB^ 

?t^>tl/::-lift5S: (XVI I) (Dit-^m^^^^J^^ \^tS.t'(Dy^a^>im 

m-t^^ti^^-ox. (XI I I) <Dit^mi)mh>n. ^^^i^—Wi^ (x 

oTt>. -liS^ (XVI I) (D\t^i0i^m^'t^Z.ti)^X^^o 

■^^m(D\t-^m (I) 4oJ;^>''€r<DBilJlfF^L^#^±&{i. H. Pylori (cft^^ 
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n-S^U 3^<i^^-«(D»tc^LTiliRfl^{c5taStt^/T^L> $t>{CH. Pylori 
(Dnmn^}^±. m^t<DmL y >-TJV-^-i^7.^y'>T CNon-ulcer dyspep 

sia ) (D^m^<i^z^Y^m. mm anm^ti (^^m^io^z^r^mic^m^n^o * 

^:^/N'h-H\ Wpx h-;u. ^7Uy:/ox5^- 
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ittjimAmTbrn^^i^n^o ^^'mn(DM:i^mtLxi,i. ^RptciaSttoini^^K. 

n-S^^. trCH. Pylori flFffl^W^-S^k^^ (I) ti 0 . 1 — 5 0 m g/^k g/Bs 
$f*L<(iO. 3-1 0 mg/k g/^a^tSl^t-^C <i::6<-e§ao — ^ffl $ 
n-SlaaSlilti. T'o h >;fx^/ypi*^iJ©i«^(iO. 0 1 ~ 1 0 mg/k g/B^ 
if^L<{iO. 1 — 1. 0 mg/k g/Bta-^^n^o tX^ i >H2 tStn:^]® 
la^ti 0. 1 — 1 0 Omg/kg/B> liif*L<iil~l Omg/k g/BtS:-^ 
$n^o KrtaS^ii^^i^^ii^ti 1 • 0 — 100 mg/k g/Bs *f t L < m 
0 — 5 0 mg/k g/Btft-^$n-g.o ^fz.. ^ tl-StrL^il^aKii 0 . 1 — 1 0 
Omg/kg/B. if*L<ti5 — 3 Omg/kg/B. StU^IKi 0 . 1 — 1 
0 Omg/'kg/'Bx if*L<(il — 1 Omg/k g/BJSi^^nSo 
^1:^2^ (I) {i. .E^±fFWL-5 ^Si*: *g^^J. ^^^t»J. ^e*^J. 

j^a^fix ?uk^'j> ^m^u ^j»*ii*^j^<j:i:) .hM^LTE^m^ii^ch^n. i^^y. 
^^ij> mWi. ti^^A^u. ho-^m. v/o-y:/^ij. Win. ?L^'i. 

^yl/^h-yW. T^^Xh^>. t'^'T'v^. 
MH. ^hi^vM. ^^f-^^x h^V^'A^. T^HT^-A^. -tf' 
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^mi^mmtir:s>m^i,t^ m.wtLx. mmm^mm c^^j-zfm. h^^evj 
c y Ky-'<>'Utt^) . >'r-^'/~yi/ CB:^mu^m) f.i.t'^<mfh>ti^o 

yufh-yi/. ru-fe';^, fuv^'u zi-^u. i^yuxv'uri- 

mnmnm 1 

C 1 - (CH^CHzOz-CHzCFs 

(1) 2, 2. 2 - h 'J •7 7l/;i-UJi^y-/l/3 5 m 1 C^iia-eiif^T. ^S:^ h U 
'i7A2. 2 g^^/!? (cJd^. 7 0°C*-eiDl^LT^^iC?§|JSL/c©-t,, 2- (2 
- (2-r5'noa^h^->) jn^^v) T-h^hFot:5>2 0g ^1m^ 2 B ra^il 
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: a^^jt.^;l/= 5 : IT'StilLT^ 2 - (2 - (2 - (2, 2, 2- 

h 'J 7 ojcb^i/) i|>4-i>) J^h^^v) xh^t Fof^^i 0. 5 

'H-NMR(CDCU) : 6 (ppm)=l. 50-1. 90(m, 6H), 3. 46-3. 90(in. lOH), 3. 93(q, 2H), 
4. 63(dd, IH) 

(2) (l)-e#^n/c2 - (2 - (2 - (2, 2. 2 - h')yjl^:tuJ.h^iy) J^h 

^iy) x-Y^iy) T-h^tKoh'^yi 0. 5g^^^y~yi/: i?^ uu / ^ y 

= 1:1 CDM^^iK 2 0 0 ml tc^^S L. mia-e«r#T. ^J^K 2 . 3 m 1 ^ifS 

m^fe?it*;® 2 - ( 2 - ( 2 , 2, 2 - h U j:- h^i>) Jir57 

y . 3 g^lt/Co 

'H-NMRCCDCU) : (5 (ppin)=2. 31(s. IH), 3. 60-3. 82(m, 8H), 3. 91(q. 2H) 

(3) (2)-eiie>n/c 2 - (2 - (2, 2, 2 - h U :7yl/;j-oa:. h + ->) i h^i/) 
Ji^y-;U7. 3g^t°y>^>3. 4 m 1 {C/§^L. ^KJ^T. J^^b5^:^ — yl/3. 
Iml^MTL. m«aT-3^FB^«f^L/;o SJ«^?^^^X7Kf-*>tt. ^ - t- 

^jli^S^LTllfe?*^^*^© 2 - (2- (2, 2, 2 - h U :7;U;tnj:- h + >) 
i h^->) jL^/U^^ p^-r K6. 9 g^m/co 

'H-NMRCCDCls) : <5 (ppm)=3. 60-3. 85(m, 8H). 3. 92(q, 2H) 

•2 - (2 - (2 - (2, 2, 2-hU y Ji'iru:^. h + ix) ji. h^'>) h^i/) 
Ji 5=- ;U o ^ K 

•4 - (2, 2, 2-h'; ^yl/Tt-pi h^-v-) -f^JV^ P^-r K 
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• 2 - (2-i^nnJih4^->) jcf^^i/^ p ^ K 

• 2 - (2 - (2-hU ^yU;tPp< h^v'Ji h + '>) je. h^i/) ji^yU^ n -5 
K 

• 2 - ( 2 - h U ■7;l/^P^ h^i/Ji Ji^^yl/^J^ n ^ K 

• 2 - ( 2 - ( 2 . 2 - pyjUTiraa. h^i^) h^->) d ^ K 

• 2 - (2 - (2 -^yl/Tj-pjE. h4-'>) K 

•2 - (2 - (3, 3, 3-hU y J\y:tn':ru^.^i^) h^.>) j^^ji^ u3 

• 2 - (2 - (2-i>DOJih^-» Jih^v/) JL5^;Ui> a ^-f K 

• 2 - (2 - (2 -yn^jn h^'>) N^->) o^^- F 

•3 - (3 - (2, 2, 2-hU7 yu^r o h + y □ 4-: + ^) ^ p t";!/ ^ u 

F 

•4 - (4 - (2, 2, 2-h>; 7;l/^D h ^ 7" h^^v) p -5 

F 

•3 - (2 - (2, 2, 2-h'; 7>'l/;tPJi h^>) ji. h + ->) -fu iiJly^ p^ 
F 

•2 - (3 - (2, 2, 2-hij ■7;U:tPJ^ h + ^) P .-f^ 4=- •> ) Ji^/l/i^ p5 
F 

• 4 - (2- (2, 2, 2 - h i; :7 7U;rD Ji h + ^) i^^^) •7>;l/^p^'i' 

F 

• 2 - (4 - (2, 2, 2-h U yj]y:i-UJL h^>) 7" h4=-^) 5^ ;i/ ^ p 5 F 

mnmmmA 

S-(CH2CH20)2-CH2CF3 

CHa \ 

CHs^N 
0 
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-JUS omnzmmt. mnmmmi'z:m^nfz2- i2 - i2, i, 2-h«; 

4 _ (2 - (2 - (2, 2, 2 - h U 7>'l/:to J. ai-h^i/) J-f^;!/ 

Xyl/:7 r — v'l/) h: U v^>-N-^^-> K6. 4 g^lt/Co 

'H-NMR(CDCl3):5(ppni)=2.34(s.3H). 2. 55(s.3H), 3. 15(t,2H), 3.60-3. 82(m. 
6H), 3. 90(q, 2H), 7.03(d, IH), 8. 10(d. IH) 



mnmumAi^^^^^x. 2- (2- (2, 2, 2 - h u :7yi/:tcii h + >) 

^ ;l/ u 5 K®ft:b«3 {C. 2 - (2 - (2 - (2, 2. 2-h'J:7 
A tnm<D:^ii:'C\ 2, 3-i^/^J\y-A- (2 - (2 - (2 - (2, 2, 2- 

'H-NMR(CDCl3):5(ppm)=2. 34(s. 3H). 2. 55(s. 3H), 3. 15(t,2H), 3.65-3. 80(m, 
lOH), 3. 91(q,2H), 7. 03(d. IH), 8. 10(d, IH) 



S-(CH2CH20)3-CH3CF3 




N 



0 
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mnmwimc 

S-CH2CH2CH2CH2-0-CH2CF3 




0 

mummmAiz:^\.^'c. 2- (2- (2, 2. 2-hvyj\^^ajL\>£^iy)jL 

h^->) a ^ K®ft;^'9 {C. 4- (2. 2, 2 - h U 7 n a: h 4=- 

4 - ( 4 - ( 2 , 2. 2 - h U 7;l/:toi ^ f-yUxyP:? ^ t° 

'H-NMRCCDCls): (5(ppm)=1.48-1.90(in,4H). 2. 32(s. 3H), 2. 55(s. 3H). 2.90-3. 
04(m. 2H), 3. 58(t, 2H), 3. 80(q, 2H), 6.94(d. IH). 8. 10(d, IH) 

S-CHzCHzO -CHzCHzCl 

CHa N '''^ 

0 

/l^f4^^MA{C:te^.^Ts 2- (2- (2, 2, 2 - h U ■7>rl/^oa:. |>4^->) 

K^ffl^<^T. mnmmm A t mm a - (2 - (2-i>npaih4- 

'H-NMR(CDCla): <5(ppm)=2.53(s.3H), 2. 56(s.3H). 3. 10-3. 20(m. 2H). 3.60- 
3.75(m,6H). 7.06(d. IH), 8. 10(d, IH) 
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mmmmm e 

mnm^mAic^\.^x. 2- (2- (2, 2. 2- hu^yi/^oj^h + v') jc 

2, 3 - v'^f-yU- 4 - (2 - (2 - (2-h'J :7;l/4-o> h^'^^ h + '>) 

mi^mmm f 

J[l*4l^^^«lA(C:fel.^i:> 2- (2- (2, 2. 2 - h V 7 P h ^ >) 
h^^i/) jc^^U^ p5-r V(DiXt>iOi^. 2 - (2 - h U 7>'l/;i-ny h^^i^j:- 

ll*4l^^^jAt-*5<'^T. 2- (2- (2, 2, 2 - h U a h 4- i^) ^ 

D^-r K©ft:b<9{C. 2 - (2 - (2, 2 - 37 D ^ 
->) jchit^iy) J. ^ ;l/ n -7 K^ffli^^T. I^J^Il^i?"] A 2. 
3 _ _ 4 _ (2- (2- (2. 2 - 7 a J:- h 4- i>) a:h4i>) 

mJ|4PMff«jA{C;fol^T. 2- (2- (2, 2. 2 - h U 7 o h + v/) i 
h^->) p^-r KOftt>*9{C, 2 - (2 - (2 -7;l/^PJi h + ^ 

K^ffli^^T. il)N-^M^JA<i:Iiia^i::^;^-e. 2, 3->? 

^^;^_4_ (2- (2- ( 2 -:7;l/5l-pi J^h^i^) J:-5^>'UX;U7 r 

i^it^iem I 

miN-Pl^^?>JA!Cfcl^T^ 2- (2- (2, 2, 2-hU^>'U>rPJ^b^'>)i 
hi^^i/) jnf-;l/^p5^ F©ft*3<9{C, 2 - (2- (3, 3, 3 - h U 7 yl/^j- p 
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T\ 2, 4 - (2- (2- (3, 3, 3 - h V y JV^uzfUTf.^ 

mnm^mAizisi^-c. 2- (2- (2, 2. 2 - h »; h^i/) jn 

J. 5^ ^ n -7 KOft^b^tc, 2 - (2 - ( 2 - o nji h^i/) i h 
^i/) K^ffll^^T. Jl)(4lSM^jA<i:|5l:^^i:75^^-T:\ 2. 3 - ^ 

^yI/-4- (2- (2- (2 -^ODO^ ^h^^i/) ^^yuxyp^r-^l') 

m.nmnmAi:i:s^\.^x. 2- (2- (2, 2, 2 - h u :7 7i/^oa:. h^^>) 

h^'>) a^5^yUi> K©ftt><9fC, 2 - (2 - (2 --^a^-Ji h4^'>) h 

i-JU-i- (2- (2- ( 2 -^D^-JL h + i/) jnh^v-) r->'l/) 
fU v^>-N K^lt-So 

m*4PMI?lJA{CfcH^T. 2- (2- (2, 2, 2 - h U "7 yl/pj- o a: h ^ v^) 
h^^-) jLf-yPi? KOft^<9{^. 3 - (3 - (2, 2. 2-h'j7yl/^n 

2, 3-i^y^yP-4- (3- (3- (2, 2. 2 - h U 7 n i h 4^ 

mnmmmAizisK^'z. 2- (2- (2, 2. 2- >';i/;tnjLh^i/) ^ 

h + i/) jj^^^yl/^n^-f KOft^OJciv 4 - (4 - (2, 2, 2-h»J:7 7l/;rn 
2, 3 -y^ 5^71/- 4 - (4 - (4 - (2, 2. 2 - h y :7;l/>i-na^ h4-'>) :/ 
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M*4iiM^JA{C:fel.^T> 2- (2- (2. 2, 2 - h U :7 yU::^- D i h ^ •>) 

J-f-yUiJ'D^-r K<?)ft:b«9{-. 3 - (2 - (2, 2, 2-h'J7/U^P 

-e. 2, 3 - i^;^ f-^fl/- 4 - (3- (2- (2. 2. 2 - h V "7 n h + i/) 

mnmnmo 

mnmmmAiziB\.^x. 2- (2- (2, 2, 2 - h >; ^^/u^rnji h4^i/) 

h^v') :e. ^ ;l/ ^7 n ^ >r K©ft^*9{C, 2 - (3 - (2, 2, 2-h ^) V u 
-e. 2, 3->^y5^yU-4- (2- (3- (2. 2. 2 - h U :7 yU^ o i h 4- '>) 

Il*4PM^«lA{c*^^,^T. 2- (2- (2, 2, 2 - V JX^^^^^V^'y^ ^ 

l^^-i^) a^-r K®R4o«9{C. 4 - (2 - (2, 2, 2-V^)y)V^u 

jihi^ >) ih4=- >) -7" ^ /I/ iJ' p 5 ^ K^ffli-^T. Mi|54i^M{?»JA«i:|5i^ni::^^-t?. 

2. 3 - v^^ f-v'l^- 4 - (4 - ( 2 - ( 2 . 2. 2 - h 'J :7 /U^T o i h ^ ->) i 

im*4^M^?>JA(-4o^>T. 2- (2- (2, 2. 2 - h U >'/I/5t-piC h^i/) ^ 
h^i/) J-^^yl/^ P^-f K©ft:b*9 2- (4- (2. 2. 2-hU-7;U:^P 

ih4-^» :/h4^v/) J- i^' P 5 K^ffli^^T. W.¥emW:m A tmm^zfi'i^'^' ^ 

2, 3 -v^;^^^;^- 4 - (2 - (4 - (2, 2. 2 - h U "7 p ^ h ^ ->) 
h^-v/) i -5^ ;l/ X ;U :7 r — >'U) t° 'J V - N "> K^^t^o 

m.P(mn^\AK^^^X. 2, 3 ^yU- 4 ;l/:^7^ h b°U i?>-N-^ 

^v' Koft^'^f-. 2, 5 - i?^ ^^u- 4 - > h t° u ^-N-^^^v K 
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^m^^-z. mnmnmAtmmi:^m-z:\ 2, 5 -i^/ 4 - (2- (2- 

(2, 2, 2 - h U •7/U4-na:. h4^'>) j:. h^v') J^^;UX/U-7 T~>'l/) t: 'j 

mnmmm s 

^ffll-^T. ll*4P^«3jAi|5l;m^i::^i^Tr. 2, 6-;^^^;l/-4- (2- (2- 
(2, 2, 2 - h U 7y|/:tnj:. h4^>>) ji^yU;;?.;U:7 r-.'l^) t°i; 

mnmMmAlZ:^\^^X. 2, 3-v^^5^yl/-4-y7l/^:/hli';i^>-N-;f 
KOft^O {C. 4-pf;l/7^7->^h-2, 3, 5 - h »; ^ ^;l/t° U v?>-N-4- 
4-'>K^ffll^T. i^)|4Pi3^JAc!:|WI^/d::^;^-C=. 4- (2- (2- (2, 2. 2 

- h 'J ^.fU^^n j:- h-^i>) h^v-) T-yU) - 2. 3. 5 - h U 

X. m.P(m^'^\ht.nms.:f5m-^. 2 - ^ ^ju- 4 - (2 - (2 - (2. 2. 2 

- h V y Jl^usc h^f-iy) ji|.^->) a^5^yuxyl/-7 T— fc: U i^>-N-;^■4=• 
mnmmmv 

MUmWkmAi:i:i3^^X. 2, 3 - ^ 4 - ^ ^ h L° U >^ > - N - 

+ KOft^^ {c, 4 -^yU:?;?^' 3 h4^->-2-^f-yUt°i;>?>-N- 

+ F^ffli^^T. ll*4l^M^JAil5l#7^d::^^Ts 3-^ h^^>- 2 - / ^ju- 

4- (2- (2- (2. 2, 2 - h y :7yU5}-aj:. h^i/) h^v) ji^ypxyl/ 
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^iy V<Ditio^i^. 3 -j^^jV- 4 -^^Ut^?-/ h - 2 - ^ ^71/ v'v-N-;^- 
+ i^F^ffll.^T. m!|54^M^JAi:IiI^nk::^}4-e. 3 -i^^yu- 2 4 - 

(2- (2- (2, 2, 2 - h U :7yl<'3i-D j:. h4^->) :ii h^i/) ji^^yl/X^U:? r 

mnmmmx 

+ •> KOftt:> 0 {C, 3 - :7 yl/^r o-4-;^/U:^:/h-2-^^;l/t*Uv'>-N- 
4 - (2 - (2 - (2, 2, 2-hU :7;i/;t-oi h^v') ^ h + v') 

I1MI1^^JA{C*51.^T. 2, 3 - ^^yU- 4 - ^ 71/7^^ h t° >; >-N-5i- 
4=- i/ FOftio *9{C. 3-:J7DD-4-y;l/;^-/h-2-^^>'Ut°U>^>-N->t- 

(2 - (2 - (2, 2, 2-hU y Ji^^XJ^ ^ h^-v') r 

11*4PM^«]AA 



l^*4l^iS{^JAT'#'^nyc 2, 3 f-^U- 4 - (2 - (2 - (2. 2. 2- 
h U :7;U;f P j:- h^->) :Lh^v') 5^ X yl' "7 r — /I' ) t* U > - N - :4-4r i> 
K 6 . 4 g ^MtKB^^ 7 0ml tCi^ft? 8 0 ^C"^ 2 BtPa^Mf^ L/Co j%4P^. ^ 



S-(CH2CH20)2-CH2CF 



HOCH2 
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m^^^^LXmtzB^m^j:-^ y -Jll O m 1 immL. 7X 1 5ml IzMmLtzT^ 

4 - (2 - (2 - (2. 2. 2-hU -7/l/;i-pi h^'>) jl h + i/) aif-yUxyU 

'H-NMR(CDCl3):<5(ppm)=2. 14(s.3H). 3.21(t.2H). 3. 60-3. 81(in, 6H), 3. 89(q. 
2H), 4. 67(s.2H). 7. 07(d. IH), 8. 27(d, IH) 

mnmmmBB 



mum^MBxn^tifzz , 3-i^^^yu-4- (2 - (2 - (2 - (2, 2, 

(2- (2- (2- (2, 2. 2 - h U 7>'l/^Pi H^v-) i h^-i/) h + ->) 

'H-NMRCCDCU): (5(ppm)=2. 14(s.3H), 3.21(t.2H). 3. 63-3. 80(in. lOH), 3.89 
(q.2H), 4.67(s.2H). 7. 07(d. IH). 8.27(d, IH) 



S-CCHzCHzO) 



CH2CF3 



HOCH2 




N 



S-CHzCHaCHzCHz-O-CHzCFa 



CHa 




HOCH2 



N 
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mnmmmcrni^ntz2, 3->'^^>'u-4- (4- (2. 2, 2-b')y 
mumAAtmm(D:^^i:\ 3 -^^/i/- 4 - (4 - (2. 2. 2-h'>i>'>'^4- 

'H-NMRCCDCU): 5(ppm) = l. 46-2. 00(in.4H), 2. 14(s, 3H), 3, 02(t, 2H), 3.60- 
3.75(m.2H), 3.82(q,2H). 4. 68(s. 2H), 7. 02(d, IH), 8. 28(d. IH) 



m^^WlD-^nihtltzi - (2- (2 ppj:- h4->>) J^^JV^JVy 

-2. 3 -i^^f-yi/t'u v^y-N-^^i/ K^ffl^^^T^ m^nm^MAAtm 

it^i::)^?*'^?. 4 - (2 - (2-^aDih^v^) Jc5^yl/Xyl'-7 T— v^U) -3-^ 
t" U > - 2 - ^ y -^I'^ltfCo 
'H-NMRCCDCla): 5(ppin)=2. 15(s,3H). 3. 10-3. 20(m. 2H), 3. 60-3. 82(m, 6H), 

4. 60(s, 2H). 7.04(d, IH). 8. 28(d. IH) 

mmmmm e e 

mnmm^\E-z:m^n^ 2 . 3-i^y^>'P-4- (2 - (2 - (2-hu-7;i/ 
K^ffl^'^Ts mnmmm A A tmm^^y3'&-^\ 3-^^;i/-4- (2- (2- ( 

-2- :^ ^ J -;U^m^o 
im3H4liiSi«»J F F 

Ilii4M^*?>lFTli^>n'S 2, 3 - v'^ 4 - (2- (2 - h U ^/l/Ti-ppt 



S-CHzCHzO -CH2CH2CI 



HOCHz 




N 
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mumAAtm^fsiyjm-^\ 3 4 - (2 - (2-hu y juyi-u > 
mnmnm GG 

^nmMMG-zini^ti^ 2, 3-v'y^;i/-4- (2 - (2 - (2, 2-':^y 

l.^T. il*4I^SI|?iJAAi|5l^^i::^F^-Z:\ 3-^5^;U-4- (2- (2- (2, 2 
— y Jl/ yt a Ji j:- ^ X :7 r— t° U > - 2 - r^' y 

mnmmmH-^^mi^ni>2, 3 -i^y 4 - (2- (2- (2-yji7tti 
MummmAAtmmts::^mx'. s-^^ji^- i- (2- (2- (2-:7yi.;ro 

I^*4liM«^J I I 

mnmmmi-cm^i^n^ 2, 3-i^>^yi.-4- (2- (2- (3. 3, 3- 

h U ■7yl/;ij-Dy D^f^^i/) JLh^i/) jE.^yl/X;P:7 r — t°Ui^>-N-Jr + 
i^K^ffll^T. IlMiei5{««JAAiim*i3^j:;^^-r. 3-y^>'U-4- (2- (2- 
(3, 3, 3 - h 0 y Jlyiruzfam^i^:) ^ h^'>) ^^JlyXJUy r^Jl^) t° U 

I13|4I^M^»J JT^it>t^'S 2 , 3-v'y^;U-4- (2 - (2 - (2-:^opj^ 
j^h + i/) Ji^;Uxyl/:7 r —yU) fc° U > - N - K<S-ffll^T. 
l^i^iSl^ajAAilSl^ni::^^^. 3-^f->rl.-4- (2 - (2 - (2-^opa:.h 

llJf4liM*aiKTii^>n'S 2. 3-i?^^yU-4- (2- (2- (2-^o^Ji 
h + ix) jch^«>) i f- ;l/ X ;U -7 7- — eU >^>-N-;^^v K^ffii.>T. M 

3 7 



yfO 97/40039 
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nmnmAAtmmf^:fD'i^'^\ 3-^f-yu-4- (2- (2- (2-yp^ih 

I^*4PiMI?>JL-Z??#<in^ 2. 3 4 - (3 - (3 - (2, 2. 2- 

l^)|54P^^?'JAA<i:l5l^/j:;^^-Z?. 3-^^>'U-4- (3- (3 
-(2, 2, 2 - h U n J- v) "^13 tfyUXyU^ r — ^l/) 

fc" U > - 2 - ^ rJ' y - -5) o 

J^J^P^^JMTif ^tl-S. 2 , 3 -i^y 4 - (4 - (4 - (2. 2. 2- 

K^ffll-^T. l^.i|^l^i!!^lAAci:inl^^ci::^^-e. 3-yf-;U-4- (4- (4- ( 
2, 2, 2 - h y h^i^) r— >'U) t° U > 

- 2 - iS^ y — yp^tf^o 

j^im-pawiN-emi^n^ 2 , 3-v'yf->'i/-4- (3- (2- (2, 2, 2- 

'>K^ffl<.^T. im*4P$a<?iJA AiIiHt^i::^^-e. 3-y^>'U-4- (3- (2- 
(2, 2, 2 - b y a h + ->) h^v') '/ci tfyux;!/^ r — t° y 

mP(mnmot:'i%^n^2, 3-i^y^>'i^-4- (2- (3- (2. 2. 2- 

b y ^yu^a:!^ b4^ v') yp;f.^v') T— k'yv'v-N-^^ 

v'K^ffl^.^T. !f.*4P^*^JA Ai:l5]|iJ^j::^z£-C=. 3-y^>'V-4- (2- (3- 
(2, 2, 2 - b y b^i^) yP'f^+i^) J:-^;l-X;U:7 r-^U) b° y 

v^>-2-p<i5'y — ^ o 

MiN-PM^l P P 

3 8 
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mnmmp-emi^ti^ 2, 3 ^;k-4 - (4 - (2 - (2, 2, 2- 

K^ffll^T. m*4PSS!l?iJAAi|5lli/i:^^-e. 3-p<5^;l/-4- (4- (2- ( 
2. 2, 2 - h y -7;U:t ao^ h + ix) ji h^^i/) T— ;U) b" U > 

- 2 - ^ ^ y ->'^^^i'So 

J®if4li^^JQ-e#^>tL'S 2 . 3 -ix^ ^yl.-4 - (2 - (4 - (2, 2, 2- 
h >J 7;l/;*-o:2^ h4-i>) yh^.>) ji^;l/x;l/^ r — yU) t° U >^ > - N - ;f ^ i> 

K^fflv^T. l^^*4i^i^MA AilH-^j^j:::^^-!?. 3-yf^yi/-4- (2- (4- ( 

- 2 - y iJ' y -y^^^#So 

mumMmR-cM^ti^ 2, 5 - ji 4 - (2 - (2 - (2, 2, 2- 
K^ffli^^T. MmmmmAAtmmfs.:^^^. s-^^ji^-a- (2- (2- c 

m^mmm s s 

JlJ|4^^^JS-e?#t>n'5 2. 6 -i?y f-yl/- 4 - (2 - (2 - (2, 2. 2- 
h U 7yU2|-o och + i^) jL^yUxyU:? r ^yU) t° "j > - N - ?f ^ i> 

F^fflC^T. lli^l^^i^JAA<i:|5l^ni:;^^£-Z:\ 6-y5^;P-4- (2- (2- ( 
2, 2, 2 - h U :7;l/>l-cia^ h4^->) h^^v) JC.^;UX;l/:7 r— ;U) 

- 2 -y iJ' y -jv^n^o 

mnmWimTXUi^tl^A- i2- i2- (.2, 2, 2-V')y)Vy^u:^Y^ 
•>) i h4-v^) ^^;UXy|/-7 r — >'W) - 2 , 3, 5 - h U ^ ^^^U t: U > - N - 

3 9 
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2- (2- (2. 2, 2 - h U :7;l/5tn Ji h4=->') h + ->) T — 

iiJN-iiia^iu-eiti^ns 2 4 - (2 - (2 - (2, 2, 2-hU7 

^,^T. J[^3|4PWjAA<i:InI:|t/j::^^£-Z?. 4- (2- (2- (2, 2. 2-hU7 
;Vyi-p h^'>) ih^i/) i 5=- X ;V -7 r — .'I') hf U > - 2 - rJ' / — -'l/^ 

mnmmmy-^'n^n^ 3 h^v'- 2 -y^^yi/- 4 - (2 - (2 - (2. 
-^^■> K^ffl^'^T. m.nmnmAAtmmt^:^'^-^\ 3-yh^v-4- (2 

-(2- (2, 2, 2 - h U -^^I/jj-n h^->) h^r->) J^5^>'UxyW7 r^>'U) 

h°u - 2 - y y -;U^#^o 

MJi^ii^iHjw-em'in'S 3 - j^^^w- 2 -y 4 - (2- (2- (2, 2. 

^vK^^l'^T. I^.MIiM«?'JA AiPl^^i::^^^. 3-if-;l/-4- (2- (2 
-(2. 2, 2 - h »J 7;U:tD j:- h + i^) -^^>'WX;U-7 r — t° U 

11*4I1M^JXX 

l^i|4P«^^JX-et#'itia 3 -^yi/^-u- 2 -y ^;L/- 4 - (2- (2- (2. 

-:t4^'> K^ffli'^x. m.PtmnmhKtnmi^iitkT:^ ^ - y ji^^u - a - (2 

_(2-(2, 2. 2 - h U :7yU:^n h^->) J. h^i^) r — >'l') 

t° u >- 2 - y ^ y -yU^tf-So 

4 0 
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mnmMmY-^nihn^3-^^^-2-jti-ji^- 4- (2- (2- (2, 2, 

2 - h 'J yjl^iraJL h^->) Ji jn 5^ ;l/ x :7 r— >'W) b" «J >-N-:^ 

^•>K^fflC>T. Il*4PM«»JAA<h|Sl^n£:^^-e. 3-i?no-4 - (2 - (2 
-(2, 2, 2 - h U •7;l/:^aJi h^^v') a: h^->) Ji-^yUXyl/:? r— v*!^) f U 
v'V- 2 - > ^ y -Jl^'^U^o 

mmm i 




S — (CH2CH20)2-CH2CF3 

•2HC1 



^l*4liM^JAA-tr^#^>nfc3 -/^yP- 4 - (2 - (2 - (2, 2, 2 - h 'J 
^;l/;t oo:. h^i/) jc.h4^i/) ji5^;l/XyU-7 r — >'U) t° »J > - 2 - p< y — 

4. 9 g^^ PO.-fx;l/A 8 0 m 1 {C^M$i±-. ^X<^T. i^-fb^^:^ — /U2. 2ml 

y 4 - (2 - (2 - (2. 2, 2-h VyjV:ta:r. h^iy) i h^i/) jl 

>X-r ^ ^V'-yl/ 2 . 0 g^Jcta'TK^^k^^- h A 1 . 0 g^7K3 m 1 {C?§j^L 

(3-y^;l'-4- (2- (2- (2, 2, 2 - h U •7;V>*-ni h^->) h ^ 

w ^ vv-ju • 2i^w^^<DB^^^^2. 2 s^mtzo mj^ i s 5 - 1 s s "c ( 

4 1 



wo 97/40039 PCT/JP97/01365 

ii^M ; Mft^-t^ free base#:®ili;^ 9 2 ~ 9 3 t;) o 




— CCH2CH2 0)3 — CH2CF3 

•2HC1-1/2H20 



H 

mnmumBB-z'nh>titz3 - 4 - (2- (2- (2- (2, 2. 2 

- 2 - > ^ y -/I' 0 . 9 g^^ o 1 0 m 1 tc^^j^^ii:. ^Ki%T. 

^-;l/0. 5 3ml^MTL. 4 0 — 5 0 ^-^2. 5 BtPalitl^ L/^o MlSfS^^K 

a ^^yU- 3 ^^W- 4 - (2 - (2 - (2 - (2, 2, 2 - h U 7 yl/:^ n 
jih^v/) J^h^v') :i:.^;l/XyU-7 r — >'^) f 'J 0 . 5 

h U A 0. 0 6 g^TK 1 m 1 {C^ft? L ^ ^ ->'^7 m 1 tf^fc 

U/c©^.. Ji^y ->'l^J: <9SiS^^^T^^. 2 - ( ( 3 -y 4 - (2 - (2 

-(2 - (2. 2, 2-h«; 7;l/3rpjL h^v) h4^'>) i h^-v) 
;U7t— ^W) - 2 - f 'J > f^yl/X^U^ r ->'W) - 1 H - V'-T ^ ^ V'- 

yl/ • 2 ^^ife -1/2 7K^a«^i?>;^^fe^^ff^ii^^ 0 . 1 3 g ^m-fzo 

•H-NMRCCDaOD) : 5 (ppin)=2. 43 (s, 3H), 3.50-3.60 (m, 4H). 3.63-3.78 (m, 
6H), 3.88-3.99 (m, 4H). 5.04 (s, 2H). 7. 59-7.64 (in,2H), 7. 75-7. 79 (m, 2H), 

4 2 
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7. 94 (d, IH), 8. 37 (d. IH) 




— CHzCHzCHzCHz-O-CHzCFs 
• 2HC1 



ll*4lfiii![««JC CTl#t»n/i 3 -^5=-;U- 4 - (4 - (2. 2, 2 - V ^) y jVy^- 

y'^JVT.JVy r—JV^ t° U >^ > - 2 - ^ ^ 7 -yU 2 . Sg^^on 
.-f.yUAe Omnc^^$-t*:. ^Jci^T. JS^b^^-^H. Sml^T^TL. 4 0- 

^^LtzCD^mm^^^i^-t ^ ^ 2 - iJ' n f^yb- 3 - y 5^ 

-4- (4- (2, 2, 2 - h U •7;l/;rP i h4^S>) f ^ JV T.JVy 7 - jV) t° U 
>'>2. 1 g^J#/co Ctl^ 2 t>^>y"-r ^ ^y— yUl . Og 
TKSeil::^ hy^AO. 5g^7K5ml td^M L ^ ^ 7 3 0 

m\^{zim^. "^u-^A. ^mfiim^Lfz. ^mm^miiL. ^^j^y-^u^s^ 

-i -{CftL> ^ P P;fx;UA \ ^ ^ J ~yu= 2 0:1 -ZFgtb Lrf#fc^ii|^<|^(cai^ 
(3 -y 4 - (4 - (2. 2, 2 - h :7/U;i-nJi y^^yUX/U^ 

yl/) - 2 - h° U y 5^;l/X;P:7 ^^/u) - 1 H v'-r i • 

2 ^^^£D;^^fe^g^ 1 . 1 g ^lifco ik^ 1 8 8-1 9 1 °C 
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III 
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mm 4 




mnm^^DDX-m^tlfz 4 - (2- (2 -i? op^ ^^yl/X;I/:7r 
— yV) - 3 f-yl/f yv^>-2-^:^y —Ji^ 9 . 1 g^^ n a;fWl/A 2 0 0 m 

<»;{Cj:oT4- (2- (2 -iJ' ap j:. h + '>) ^ ;l/ x ;U "7 r — >'U) - 2 - n 
D>5^yu- 3 -y^^l/t^'J i^^Q. 0 g^m/co cn<£ 2 - ^ ;U;!7^ h^>vW 
^yv--yU3. 9 3 g*>J:?>'7KK^k^ h U A 2 . 0 8 g ^tK 2 5 m UC^ft? L 

fc^O^^Wt-'^J^^ y -.'1/ 2 0 0 m 1 4'{cija;i. ^^^-^ 2 NfFalSi^L/co 

P^ h 7 >f ^ P p;i-x;l/A : y ^ y -71/= 10:1 T'Sai LTt#t> 

2 - ((4 - (2 - (2-^ p PJi h4^->) t-=->'^) - 3 

- y f- yl/ - 2 - t: y y r — >'U) - 1 H - y ^ ^ V— >'U • 

2 JS^^Oe-feigSe. 7 g^lifco Utt^l 9 8~2 0 1°C 

-hia^Jtef^J 1 ~4©l^■rn*^<i:I^I1t^c^:^^^"ei^T®^l:^^feI^^#^C(^:*^-^^^o 
• 2 - ( (3 -y f->>l/- 4 - (2 - (2 - (2-h'j 37yU^py h4^->Ji h^'>) 
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• 2 - ( (3 - 5^;U- 4 - (2 - (2-hU yjVyfu^ h + v-J^ h + i^) 

• 2 - ( (3-^^;l/-4- (2- (2- (2. 2 - i^7yU;i-ni h4^'>) |> 

• 2 - ( (3 - / ^JU- 4 - (2- (2- ( 2 -^yU;roai H^->) Jih^i/) 

• 2 - ( (3 4 - (2 - (2 - (3. 3. 3 - K U 7^U;*-a y n tJ^^ 

• 2 - ( as - ^ f-JU- 4 - (2 - (2 - (2-r:?ooj^h4^i^) jiih4^>) 

• 2- ( (3-^^yU-4- (2- (2- (2 -^n^JL h^v-) jch^i/) ji 
y V - ;l/ 

• 2 - ( (3 4 - (3 - (3 - (2, 2. 2-h>j :7yl/;rnJi h^^i^) 
1 H-^^X-f 5 yy-yl/ 

• 2 - ( (3 ^^yl/- 4 - (4 - (4 - (2, 2, 2 - h U ^ ;U;t n ^ h 4- v') 
■:^h4>') y^^yuxyu^ r~>'U) - 2 - t° ^ ^;Ux;U:7 r -/U) -IH 

• 2 - ( (3 ^yU- 4 - (3 - (2 - (2, 2, 2 - h U 7 yi/^T n jl h 4- >-) 

ih^v') o t' ;i/ X :? r ^ -2-t°U>^yi/) / y -i 



wo 97/40039 
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• 2 - ( (3 ^yl/- 4 - (2 - (3 - (2, 2, 2 - h U 7 yU;^ n i h + >) 

• 2 - ( ( 3 ^^l/- 4 

• 2 - ( ( 3 - ;^ 4 

• 2 - ( ( 5 - ;^ 4 

• 2 - ( ( 6 - p< 4 
jih^^i/) X. f- ;L/ X ;U ^7 r 

• 2 - ( ( 3 , 5 - f-yU- 4 - (2 - (2 - (2, 2. 2-h'; yji^^tUJ^ 

- 1 H-^yx>r ^ ^rv-yu 

•2-((4-(2-(2-(2. 2, 2-hU7 aJLh4-'>) J:h^>) 

j^^^fi/X/VT? r — ^'i') -2-h'yv'yU) ^ ^;uxyi/:7 T— - i H-^vX-f 

•2-((3-p<h^->-4-(2-(2-(2, 2, 2-hU^ P h ^ 

1 H-^vx-r ^ ^y-yU' 

• 2 - ( ( 3 - 4 - ( 2 - ( 2 - ( 2 , 2, 2 - h U yl/;^- u i h ^ ->) 

jihit^i/) i5^;i/x;i/:7 r ^yt') - 2 - b° 'J v^-'i/) ^ ^ypxyu:? r — -'W) - IH 

4 6 



-(4- (2- (2. 2, 2 - h U •7yl/^OJn h^>) 
— /U) - 2 - tf U >^>'W) > ^>'UX>/l/:7 r — yl^) - 1 H 

-(2 - (4 - (2. 2, 2 - h V y JU:tn:x.h^iy) 

— - 2 - h° U i?;!/) ^ ^^i/x;!/:? T— yw) -IH 

-(2 - (2 - (2, 2, 2 - h U :7;l/;tua: h + ->) 
— 7U) -2-t°Ui^;l/) / ^JU^Jiy T—Jl^) - IH 

-(2 - (2 - (2, 2. 2 - h y 7;l/;4-a i h4- 

— - 2 - t° U v';!/) r — /W) - 1 H 
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•2-((3-^;l/;4-n-4-(2-(2-(2. 2, 2 - h V y JV^ u h ^ 
1 H-^VXW ^ y V'-yP 

•2-((3-^OD-4-(2-(2-(2, 2, 2 - h U 7 n i h •>) 
jch + v') J^^JlXJUy r^Ji^) -2-b°U>?yU) ^ ^;l/X;U:7 r— v*!/) - IH 

• 5 -^yP;*-^- 2 - ( (3 ^yP- 4 - (2 - (2 - (2, 2. 2 - h U :7 
y - 1 H-OX'-r ^ VV-JV 

• 5 2 - ( (3 f-yU- 4 - (2 - (2 - (2, 2. 2 - h U :7 ;b 
n JE. h 4- > ) j:.h^ ->) J-^yl/X^U >' r — - 2 - tf U yU) ^f-yUX/U^ 

• 2 - ( (3 ^yU- 4 - (2 - (2 - (2, 2. 2 - h U :? yl/^ o h 4^ •>) 
a:h^'>) i 5^ yu X yU r ~ ^'U) - 2 - t" U ^ ^;UX;I/:7 r — ;U) - 5- 
h U -7/1/;^ P / 1 H-'^>X'-r ^ iJ^'v'— yt/ 

• 5 h + '>- 2 .- ( (3 5^/1/- 4 - (2 - (2 - (2, 2. 2 - h U 7 
yp:t h 4- •>) Jih4"->) 5^ y|/ x yU :7 ^ - 2 - t° U /b) /^f-JVT^jV 
yr^J\^) - 1 H-^>X'-r i :$^V-yl/ 



2 - ( (3 -^5^yU- 4 - (2 - (2 - (2, 2, 2 - h y 7 yl.^ o i h 4^ i^) 

jih4^i>) ji^yi/x;i/7 r — - 2-t°Uv';i/) ^ 5^yi/xyu-7 t — yu) - IH 



mm 5 



S-(CH2CH20)2-CH2CF3 




COOEt 
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-^yX-^i^V-Ji^l. 0 ^>'l/'i-^>'UAT ^ K 1 0 m 1 {C^j^L. 6 0 

-i h + >/:^yl/jK— 2 - ( (3-^f-;U-4- (2 - (2 - (2, 2, 2- 
h «J :7;l/>rpa:. h^v/) jl ^ ji^ x Jl^ y t — ^i') - 2 - h° U v^^l/) ^ f- 

>rUXyl/7 r^^'U) - 1 U-^yX^ ^ 1 . 0 7 5 g^ntzo Mj^B 5 - 

6 V 

S-(CH2CH20)z-CH2CFa 




COOCHa 



2_ ( (3_^^;i/-4_ (2- (2- (2, 2, 2 - h V y JV^t a ^ h ^ i^) 
jE-h^-i/) i^;ux;l/y r — ^'l^) - 2 - t° 'J i^^l/) ^ f-^l/XVl/:? r ^>'l^) -IH 

i ^V-Jly2 . 0 v?^ f->'U^>>'UAT i K 2 0 m 1 {C^^i^L. 6 0 

m/^Ji^O. 4 5 g^jta^ma-^3 . smm^WLtZo KfBm^y^^ ^ . ^ 

2 - ( (3 4 - (2 - (2 - (2, 2, 2-hU 7;l/4-pJ^ 

_ 1 H-^>v'-r i yy-^'u-cDfifeiS^ 1 . 9 g^mzo mM. i o 9 ~ i i i °c 



4 8 
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mm 7 

S-(CH2CH20)2-CH2CF3 




C00C(CH3)3 



2 - ( (3 4 - (2 - (2 - (2, 2, 2-hU yjV^uzc h^^i/) 

Ji^yuxyu^ r — v*!/) - 2 - b° «J i^v'U) ^yux^u:? r — ^'U) -IH 

-^^y-r ^ ^'^/-yl/ 2 . 0 g^i^ / ^Jl^-^JVAT i V 2 0 m HzmML. 6 0 

^TK^-fbT^ h u A 0 . 1 9 g^irax-^ia-^ 1 NfFe^n^^L/^o nkiz-mmi^m^ 

i/ij J\y^:^Jl^- 2 - ( ( 3 4 - (2 - (2 - (2, 2, 2-hU7/W 

- 1 H-^V^/'T ^ ^S^V-yl/CDSfe^g^ 1 . 4 g ^^i/Co B*.-^ 9 2 — 9 

4 °C 

HJfe^j 8 

S-(CH2CH20)2-CH2CF3 




I 

COOCH2CH2OCH3 



2 - ( ( 3 f-yU- 4 - ( 2 - ( 2 - ( 2, 2, 2 - h U 37 n a:, h ^ v/) 
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-^yV^l^V-J\^2, 0 g^i^iJ' P d ^ ^ > 2 0 m 1 {C^jWL. 2 - h 4^ 

6 9 m 1 ^in;t/c<Z)-^. 7Xi^T h U 0 . 8 6 g ^in;t 

On^^^'S:n^K l - (2 - y h^>ai v/T^yl/jK-v'U) - 2 - ( (3 - ^ 
>rU- 4 - (2 - (2 - (2. 2, 2 - h U "7 O J:- h ^ •>) J- h ^ >>) a^f^yU 
xyU^r— - 2 - t° 'J v^^l^) ^ f-yPX/U^ r — ^'U) - 1 H > V'-T ^ rJ'' V" 

-;^®efeijsgao. 4 4 g^^i/co gk^a 0 — 8 2°c 

IlifeM 9 

S-CCHzCH.Oz-CHzCFa 




1 

COOCH2CF3 



2 - ( (3 - ^ ^yl/- 4 - (2 - (2 - (2, 2, 2-1- >j ■7;l/5j-ai h^i/) 

i h^i/) j^^;ux;u:7 r — - 2 - t" 'J > ^;i/x;t/:7 r — yi/) -IH 

-^yV-(iyV-J\y2. 0 g^i^C^ xna ^ y 2 OmU^mf^L. 2, 2, 2 
- h U :7;l/:tP J^-iJ' y -71/0. 6 2ml ^1JU^tz(Dtj^ ^K/^T h U d-^xy > 0 . 
8 6 g^illP;tMMT-4[^r^i!i^^L/-Co Rie^^7K{-*)Jt> mm^J V ^ I^-^^p^UL 

y -JlJ^ioni^^^n^'. l-(2. 2. 2 - h «J •7 7l/:^0 h^>'^;l/;t?^;l/) 
-2 - ( (3-.»< 4 - (2 - (2 - (2, 2, 2-h'; ^/V^tn^ h^i^) 

-^>y-r i iS^v-;K?>afeifes i . 7 s^ntzo mu^s 7 - s 9 r 

5 0 



wo 97/40039 



PCT/JP97/01365 



• 1 --r h4^">;^yUjn'— v'W- 2 - ( ( 3 f-yp- 4 - (2- (2- (2, 

• 1 -^>>';U;i-^>'^;U.-}i:r->'U- 2 - ( (3-^^yu-4- (2- (2- (2, 
2 , 2 - h 'J :7y|/;i-pai h 4^ '» h + v') Ji^;l/X;U:7 r— ^l^) - 2 - t° U 

• 1 -7 i y — ;u- 2 - ( (3-y^yl/-4- (2- (2- (2. 2, 

• 1 - ( 2 - t Fo4^->i h^->7^yU;i<— ;U) - 2 - ( ( 3 - > 4 - ( 2 
-(2- (2, 2, 2 - h :7 7l/5fnJii h + J:.^;!/^;^^ r — 

• 1 - (2 - T-tr h + '>ai h4-'>:^>'U5}-C^;l/) - 2 - ( (3 ^Jl^- 4 - (2 
- (2- (2. 2. 2 - h U ■7;U;tn j:. h^i/) Jih + '>) J^^^UXyl/^ r — 

• 1 -^;l/;fC^v^> h + '>^;U5K^;l/- 2 - ( ( 3 - ^ 4 - ( 2 - ( 2 - 
(2. 2, 2 - h U P i i/) j:. h4^'>) j:-^>'l/X/l/7 r— - 2 - 

. 1 - (jL h^-i^T^;;!/^^—^^) ^ 2 - ( ( 3 4 - 

(2- (2- (2, 2, 2 - h y ^'yl/;*- Doi h4^«>) ji. h^i/) r 

• 1 -ij JU^<^^ JU/ h^i/tlJV^^—Jl- 2 - ( ( 3 - y ^Jl- 4 - ( 2 - (2 
-(2. 2, 2 - h U h^v-) i K^->) j:-5^yl/X;U:7 r->'l/) - 2 

• 1 -Aivy xf h + v'i^yl/Tn — yb- 2 - ( ( 3 4 - ( 2 - ( 2 - 
(2. 2. 2 - h U ■7;l/;^-n jr. h^^v') ji aif-;UX;P:7 r - 2 - 
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m.Mm 1 0 

HJtei^j 1 -rm^n/c 2 - ( ( 3 4 - ( 2 - ( 2 - ( 2, 2, 2-h 

8 0 ^ p pii^ms^^irax.. >Ki^TT3 o^^-ar^Lfco SiS^^T^s m 

y ^ y -yU= 9 9:1 -eSai L. 2 - ( (3 - ^ ^;U- 4 - ( 2 - ( 2 - 

(2, 2. 2 - h »; :7.'^^P h^'>) h + i^) ^f->'l^^>'^^ T— >'l^) - 2 - 

. 2 - ( ( 3 - > ^yU- 4 - ( 2 - ( 2 - ( 2 , 2, 2 - h U :7 o i h ^ v) 

i!i^JM;^^J{-*5{:^'S^b^^l^ (I) iLT. 2- ( (3-z^yi/-4- (2- ( 

2- (2, 2, 2 - h U :7>'V^P^ h^v) h4-'>) J^^v'PX:? r— >'U) - 2 

mm 1 o-ib-^*^) *<iaj^$ti^o 



m.Mm 1 (Dit-^<^ 2 0 m g 

— ^X^— f- 1 5 mg 

%m 5 7 mg 

^jStJ^SS-fe/UP — X 2 5mg 

Xt^T U >^ A 3 mg 



ft 1 2 0 m g 
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C <!: {c J; <9 1 . 0 m g^Wal^^J^^#-So 

mmmz^m 3 

(2) it^m (1)2 0 mg^^^-t^&.T<Dm:fj(DtfZf-i2JVm 



mmm 1 (Dit^m 2 0 m g 

r3->X:57-5^ 3 0 mg 

?L*I 6 3 m g 

h Ko4^>'-7'p b°yH?7Up-x 6mg 

X 7^ T U ^"^^ -i? A 1 m g 



it 1 2 0 m g 
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(3) it-^m (I) 2 0 ms'^'^'^-t^Wi.T(Dm^(Dij:/'izJVM 



HJiS^J 1 o:>\t'^m 2 0 mg 

zi — y7.^—=f- 3 0 m g 

%m 6 3 m g 

t Ko^ >':/o tVl/-ir>'UD — X 6 m g 



fi" 1 2 0 m g 

mm (1) . (2) ^XXJ (3) ^|nll^*/cti3>iiiLTM#{ciS:-^^^C 
(1) ^ / ^ V - )\^mMi& (:t>-^^y>i$ ^^^S (^) ch 

(3) >fb^«^ (1)2 0 mg<Sr^W^SJe-lTcDi£i:^©7:7-r-lr/l/?r«J 



Hiife^J 1 (D\t^m 2 0 m g 

II — — ^ 3 0 m g 

?L«I 6 3 m g 

h Ko^>'-7'o t°;U-feyUn — X 6 m g 

Xt^T U V^V^"'^^ >"t7 A 1 m g 



1 2 0 m g 

nn (1) > (2) ^^xs (3) ^i5i^*fcii^fijLxm#tcjs%-r^c<5i^^' 
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mj^mi :H. Pylori iz^-t ^UM^n^mm'ik 

5%^Jto«<£:ffll^. 3 7 °C^if mtt^{4^T-^ 7 2 ^ra^^S LfcEgfS^Bl* (1 

t/-c^> S/h^WPfijhiH^ (MI C) ^SiJ^L/co -eoiii^txiitcM I Csoifi ( 

^©^M. *MB«^l:^i^OM I Csoitii 0. 0 125-0. 7 8//g/mK 
MICsoMtiO. 0 2 5 ~1. 5 6 g/m 1 ^:^/Co 

^- a. (Ghosh) ^o;^^ C':?' U T^-f -y • i- — . • 7 r—-^^ 

Di>-(Br. J. Pharmacol.) Hi 3 US 4H (1958^) ] {ci^b^o 'i? ^ x 
^- (Wistar) 5 -y 0 B#Pe1i^:ft^. 'i/U^V (1. 5 g/kg, j^T) Tr^^ 

^Mtx^i>imi/kg^i i^PBiPaipg-^i^MiSi-^LT^ mmii^m^mm^^i 

^i^^J3 

Ol^r^iJfe:feL/-c^m7il||$0MttX:^;?^Xi {CH. Pylori CDUmmW (A 

Tcc 43504 ^) ©^2 A mmmmm^^miu^^^ i> , mmm.^^'^. 

H. Pylori \zmVkLtz7.± ^-^X I ^eT" j],^^m.-t ^^6iM^J:<9> ^^i^ 1 
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^(DO. 1 m 1 ^H. Pylori mM^mmcmm^^o C tl^J^^^XO^^ET. 
^ftLH. Pylori (D^ff^^m^^o mi)<^ih^tltli}^'^tzh(D^mmtm^-^^o 
H. pylori ^^X^t^X i ^■x>'l/(c4o{j--z,H. pylori |^.M^||^J£iT(-^ L/Co 



m^mm I (^it-^'^ lOml/'kg.b. i.d. 14QFh^ 1 0 0 0. 1 

it^it^<^l lOml/kg. b. i.d. HBFb^ 5 0 0.0 1 2 

lOml/kg, b. i.d. 14BFh1 5 0 0. 0 2 5 



it^it-^i^l : 2 - ( (3-^^>'P-4- (2 - (2 - (2-^^ h4r'>ih4r 
itmt<^<^2 : 2 - ( (3-^^;U-4- (2- (2-^ h^-i^^h^-v-) 

©>fb^i^©I^S^{i 1 0 0%-^-$>K>. UMM KDit^mfitin vivo (C*JC^TBJi^ 

m2 Qnf^^^Lfz^'^i m^o:>i^'&.^^^-^xi\z^. pyiori (A 

TCC 43504 ^) 2 ^ ^f^^mWL^'^%mui^^--^ ^ o ^mm.1&.^m.. 
0. H. Pylori {C^^L/cX^^.X ^ ^x;l/^fpS!Jt-Sa ^^6il|^ct<9. H^J 
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^H. Pylori mmiR^mi^mm-t^o ^n'S:mm.ts'^<D^^~f. i^mt. h. pyi 

ori <D^^(D^f^'^m^^o 
UlSfg^l 5 



mM. (mg/kg) 








5 0 


0/5 






10 0 0 


0/5 


n = 5 
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Pylori izR^^tl^^') i?-McD0{citf LTit^6^(cia:S?£14^^ L. 

$^>{CH. Pylori mmW}m'e:^jViZ:i^i^Xh^1ki-Ummitm^7r:-tCt^^i^. ^ 

(Non-ulcer dyspepsia) ©^E^fccfc (O'^Ht. MM (H^^-iii) ©^Kf*J J:0'?^^ 
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1 . ( I ) 



(0)q 
S - 



R 



N 



> 



S — 




(I) 



Y 



N 



(0)p 



C^t^]^ Rti> - (CH2-CH2-O) k -Di 
^/iti- (A-O) m - (B-O) n -D2 

R* {i7K^*/cii- C OOR* 
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2 . (II) 

(0)q 




(CH2CH20)k-Di 

(II) 



I 



R* 

R* iiTk^ ttz a- CO OR^ 
+ T >>'l/^4^>'T>'U^yl/> T i/yUTyU^yl/. ij JV yi"^ ^ T ^ Jl^ . 7^7U^<e 

3 . — fiftit (II) (-*51>T. 
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4. — fis^ (II) icxK^m^n^it^i^A^ (I I a) 




S — (CH2CH20)k-Di 

(Ila) 



I 



R* {i7X^^/;{i- C OOR' 

k 1 ^M^* 1 0 (D^iJc^^^o ;] 
5 . (III) 
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{0)q 

S — (A-0)in-(B-0)n-D2 



(III) 



(0)p 



C^43^ itT^M. ^Nny>, TJV^Jl. TJl^=t^'>. h Kn^>>, T^U^i^ 
R* {i^K^^/cti- COOR^ 

T>'i/3^ >:^^^'*^— >'^T/u^;w> g^S^W LT t>ct ^/^^ ffi^ 

mti 1 1 0 (D^^^Tf^-to 
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6. —Wt^ (III) {^*5UT> 

7. — fiftjS: (III) {Cj;*3^$nSjb^%;&^ — (I I I a) 

(A-0)m-(B-0)n-D2 

(Ilia) 



R* (i7Klg^/c{i- C OOR* 
(^4'> R' fiT/W^yU. ^^^T;^^;^. t Kn4-'>Tvl/^yK T =i ^ -> T Jl^ 

m{i 1 ;6m^ 1 0 cDMi!(<£r^^o 
n U 0 5&M^ 1 0 ©Sii[<^^-ro 

<aL. n;6< 0 ^^fii^. A tij^^tlf 3 ~ 1 0 CDT^'U^ L/ L. n*U;&> 
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2 _ ( (3 4 - (2 - (2 - (2, 2, 2 - h U "7 n je- h ^ v/) 
jch^v/) jiif-;l/X;l/-7 r ^>'^) -2-e'Ji^;l/) / ^ Jl' 7. y r — Jl^^ - IH 

2 _ ( (3 f-;|/- 4 - (2 - (2 - (2 - (2, 2, 2-hU:7/^:tai 
2 _ ( ( 3 _p( 4 - (4 - (2, 2, 2 - h U "7 .'b^r a oi h 4^ "l/^ 

2_ ( (4_ (2- ( 2 - ^ P n h 4- ■>) r — ^fl^) - S - ^ "f- 

1 |. 4. ~> yl/ ^- ^ ;l. - 2 - ( (3 - ^ ^^U- 4 - (2 - (2 - (2. 2. 

2 - h U 7 /i/Tfna. h^i/) J. h^->) ;i/ X 7 r— /i^) - 2 - b° 'J v';!/) 

1 _y |.^->y7;i/,i-;^yl/- 2 - ( (3 4 - (2 - (2 - (2. 2. 

1 -^3igi>^ \. £^ i/ 1> Jl ~ Jly - 2 - ( (3 4 - C2 - (2 - (2, 

2, 2 - h :7;l/;rDi h4-'>) ^ h^>') J:- 5^ >'l^ X 7 r— >'l') - 2 - t° U 

1 _ i2 h^->^ v':^>'U'H^>'W) - 2 - ( (3 ^jV- 4 - (2 - 
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(2- (2, 2, 2- hVyji^^i-^^h^iy} ^b^'y) ^=f-Ji^:^Ji'y r^Jl^) 

l-(2, 2, 2 - h >; :7yU^oai h + v/:^yU;}^— ^U) - 2 - ( ( 3 -p^ ^^l' 
-4 - (2 - (2 - (2, 2, 2 - h U h^'>) ih4->) i^^UX 

;b-7r— - 2 - t" f-^UX;!/^ r — /U) - 1 H - ^ > V-T ^ rJ^^- 

1- (N. N- v?;^ 5^>'l':^>'U^^'*-r >'U> h ^ '>7^>'W^~>'I/) -2 - ( (3-^ 
4 - (2- (2- (2, 2, 2 - h U ■7;U;tna^ h^>) ih^>) Jif- 

;l/XyU'7 r ^^'l^) -2-h°«;v'^U) ^ ^;l/Xyl/:7 r — -/U) - 1 H -'O'V-Y ^ 

2- ( (3->f-yl/-4- (2- (2- (2, 2 - :^-7yl/;l-D b^i/) 
^->) T— v'L') - 2 - f U >^ > ^^l/X^L/ >' r — -IH-^ 

2 - ( (3-^^yU-4- (2- (2- ( 2 -7;U4-o h4^i/) Jih4-v') 
2 - ( ( 3 - ^ ^JU- 4 - (2 - (2 - (2, 2, 2-hU :7;l/;t D h ^v') 

jih^'>) J^^^yl/Xyl/^ r — ^'l^) -2-t°';i^;U) ^ f-^VX^U^ >f — -IH 
9. »^©$gffl 1 ~ 8 ®^.^-rn>6MCiBtfe©k° 'J y^b^«K!l*^c{i^Og|l±fFS 

1 1. ttJjcCDigffl 1 ~ 8 Ol>#n;6^iCta*fecDliU i^V-fb^^^t /■c{i^©EII±fF 
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